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I D SrSHfcffl (m-?DDiK,|fii¥) TOaStf* 

[0076] -3\ R 1 *»^^f-5fa-C**BHft^ 
* C I VD fct. m^lf^ CXI] im\m 
noiKEASiWf ) TBMfcLr. HKst CX I I I] 

[0077] 



^A^-S02NHrf^-0 



CH2CH2OH 



[XIII] 



[0073] (fflU E^iWIEt 

CX U S"ffc£W CV) iHB!8W by* A. 

t»CS*THR3S CX I I 3 
[0074] 
Hfcl 3] 



Patent provided by Sughrue Mion, 



S0 2 CH 3 

[0 078] (ML. E*i«IEi:|3|-a»t*rr 

as"c«as*)tatc, <t^» cnn tmsm (* 

RJBttfc:R»aftlK«HS-ii:T»afrr & t & . 
[ 0 0 7 9 ] fir*», ^^filc^^^y^yx 

*>W%*U>. *^fl6Hr/U3^^^;u#^S«i. ft* 

[0 080] nawi 

fin rt*«JBfe«9*L^^^*«ll{& 1 0fgfi^2 0% 
i/g^lOmM MOPSM( P H7. 4)* 
-C-KU hoy • tf^x-Mlf— fcffilrVCtf^x-M 
XLfc. »fetLfc**yx*-ht«OT. lOOOx 

90000xgtZT4 54MBBB'bL&. *fog£5mM 
HEPES/Tr i s HWWmSSS 6 m g/m 

[0081] IMttfelzJ: Omm LfcIBB* (2mg/ 

PLLC - http://www.sughrue.com 



(9) 



1 0-2 26649 



ml) 50/il, 120pM 125 I — XV F-fc'JV— 
1 (TAi^A>^\*y-4fcgL JtvStt: 7 4TB q/ 
mmo 1 ) 50ju I&tf8tflc5 0ju 1 SrirlftU 5 0m 
M Tr i s/HC l«m (PH7. 4:0. 196* 
M%T)V7^>. 0. lmM7x^^f;^;^-;P 
77M-'Jh\ 1 juM^^X^^^A. 2jtiMQ>f^rf 

ImM 1. l 0-7xtyxn'j y^imM 
EDTAm) 15 0jul+. 2 5'Ct2« ^ 
^-hU: s *»Lfe5mM HEPES/Tr i s 

(pH7. 4:0. ix^mr^y^y^) 



ttfMfrfrtt <&i) 


I (M) 




5.3 X 10~* 2 




7 1 y in*12 

f.L A. IU 




2.5 X 10" ^ 2 




>1.0 X 10" 8 




4.6 xur 11 


&I&097 


1.7 X 10" 10 




4.6 X 10" 10 




>1.0X 10' 8 


5 


1.0 XIO -8 


KBftll 6 


>i.o x i<r 8 


Sjgtfl 1 7 


>1.0 X 10~ 8 


KSftli 8 


>1.0X10" 8 


mmmi 9 


2.4 X 10" 12 




2.2 X 1<T 12 


*B£«2 5 


2.0 X 10' 10 


miwz 7 


>1.0X10~ 8 


»3S«2 8 


3.4 X 10" 12 


©i&flJ2 9 


>1.0 X 10" 8 



{fcLfc OUT, ♦ 



(GF/B, V-y h~?yim) tZXF&Ltl. 7 4 
)U?-±nmffi1it:tfy-?*I'J>?- (ARC-36 
0. Td^) tm^xm&Lt:. 
H2xio- 7 M lyHtyy-i (^r^Kffigg) 
?WET^tt*«rllLgi<c:i:fc:J:0»aiL3t. fS»d» 

&&J£ ( I C 50 ) fcLTTIE*l»c*Lfc. 
[00823 
[ill] 



[oo84] m&mi 

N— {6- [2- *y>'-2-'OM- 
3r^) Xh^] -5- (2->Ki/7x^^) - 

2 — /Uf u = iS>-4 - -4 ;M -4 - 1 

e r t -7f ;Ky-t>x;^yr a H 5 0 Omg , X 

i sat* 110-12 o-acr 2 o^jasnsatf*^ S . 

Patent provided by Sughrue 



onftskk : »Sxf;P= 3:1) "CSSSU N- { 6 
- [2 - (5-7 r Dte'j$i;y-2->f;mx) x 
-2- (2-th'o^yXf;U7$/) -5- 

(2^h=3fy7x^y) tT'J Si^-4-^/U) - 
4-t e r t-y^U^V-ir^X/I^VTS K5 7m g 
Sr«*i:Lr»& (»2«fc:IBtt) . 

IR (Nujol) : 3400,3190 cm 
-l o 

[0085] »5tOT2-14 

i, PLLC - http://www.sughrue.com 



(10) 



^¥ 10-226649 



ttfciMmt-smtmmm 1 1 wimzym Lxnm 2 a [0086] 

£28 







KAaC\ ^ 


ft 


(CH 3 ) 3 C-O-S0 

v— *v 


rNHlo 0 ^ B ' 


# 




R 1 




-R 1 




1 


H 


ESI - MS (m/z) : 691 (MH + ) 


2 




ESI - MS [m/z) : 708,706 (MH + ) 


3 




M 

ESI - MS (m/z) : 748, 746 ((M-H) + } 


4 




m.p. : 96.5-100 


5 




ESI - MS (m/z) : 705,703 (MH + ) 


6 


-N ~- OH 

Me 


m.p. : 137-140 °C 


7 


<f 


m.p. : 68-70 *C 


8 


— SMe 


m.p. :1 OS-ne'e 



[0087] [^3] 



Patent provided by Sughrue Mi on, PLLC - http://www.sughrue.com 
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1 0-2 26649 



$3$ 



8 



10 



12 



13 



14 



MeO 



(CHaJaC-^-SOa-NH^^O 
R 1 




-r1 



Me 



OH 



~ O ^C0 2 H 



OH 
OH 



,NMe ? 



NH 2 



m.p. : 49-53 X 



m.p. : 128-133 *C 



[0088] msm i 5 

XX^yH57 0mgSVh^xy4m 1 <0fi»Sr9 
0rT2aiS!RJSS-££. Xtf*. R«S8E*»Rx^;Kc 

: H«X*/U = 1:1) VffiStL. mZn-^V 
y®ILt, 3 - {6 - [2 - ( 5-7'Q^t'J$y> 

554* 



-2-^;U^^>-) Xh^ri/] -4 - (4-tert- 

i2 5mgfe«*ku»* (iMaeciaa) o 

IR(Nujol) : 3390. 1 730, 1 7 1 
0,1590,1560.1495cm- 1 . 
[0089] 
[*4] 





MeO^^ 

(CHJaC-^^SOa-NH^^O^^ 0 ^!^" 8 ' 




I 










15 


-SCH 2 CH 2 C0 2 H 


ESI - MS (m/z) : 
734,732 (MH + ) 



[0090] mmm i 6 

■ ( 1 ) 4-te rt-/f;P-N- {5 - (2-> 
y7x/Jfy) - 2 6 - [2- 

2- ( 2) 2 0 0mg. 2- ( S^-^/PTS 



yRm 10ig?g£l 0 0CT1 5B§S. JgtCl 2 0°C 

immmtst; ;an*W: **y-/U= 



Patent provided by Sughrue Mlon, PLLC - http://www.sughrue.com 



(12) 1#§BT1 0-2 26 64 9 



10:1) TfMRLT. 4-tert-rf/HN- 

{2- (2 - (^f;i/75y) x^;ur $y ) -5- 

( 2-y h^i/^xy^r^) -6-[2-(fh7tH 
->f;U} ^VHfV^^yr^ H9 9. 7mg^ H i: 
m. p . : 82-86'C * 

[009 1 ] (2)M70. 6mg^^y-/Hm 

P-h;>xy^ySi2. 6mg$:SD 
i.. Mfflfc:T5B*jara6£li:£. ftR***-HJ*i> 

;ovh/77^- (SBH^JK ; ?oo7ivUA : y ?y 
-;U= 10:1) TfWlLr „ 4 - t e r 
N- [6- (2-th'Q^yXh3ry) -2- (2- 

( >-'y ^jvt a y ) x^/ursy > -5- (2-y 

>-T$h'4 6. 3mgS:*Siftfcl/Cf#£. 
m. P . : 1 0 2. 5- 1 0 6"C . 

315^ 



$3 
# 


R 1 


6) 


-R 1 


R2 




16 


H 


Br 


m.p. :1 29-1 32.5 *C 


17 


-OMe 


Br 


m.p. : 78-80 t: 


18 


-SCH 2 C0 2 H 


Br 


m.p. : >300 t: 


19 


.OMe 

— NhT 


Br 


m.p. :69.0-73.5 *C 


20 


OMe 


OMe 


m.p. : 126.5-128.5 *C 


21 


-NH~ ° 0iH 


Br 




22 


— NH^C0 2 H 


Br 




23 


-CH 2 CH 2 C0 2 H 


Br 




24 


-CH 2 CH 2 OH 


Br 
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[0092] (3)*p d p37. 3mg^fh7tKD7 
4mg$:Jp^. S^T'5-7 r o^-2-^noh ,| J$y 

y 5 2 m g . mmzx i BSiajtfM- § . rasas* 

(BRHHK : ?on*;UA : BRx*/l,= l : 2 ) r» 
SSLT. N- { 6- [ 2- (5-7o^e'J$y>-2 
Xh^y] -2- (2 - (S^Xf^rS 
7 ) XW$y) -5 - (2-.Xh^y7x7^y) 
try -4-tert-7'f;Ky-tf 
yx^yr$h'24. 6mg^ B ^ LT»* (3*5 
*(Cffitt) . 
HStHl 7-2 4 

»J6KI^^CrWMl6fcnWcXHLT. TfrZ^ 

[0093] 
[«5] 



( 13) 



«fB¥ 10-226649 



coo 94] mmm2 5 

( i ) xf-u>^y r?-/U2m 1 fremiti- bVV J* 
(6 0%MI) 12 5. Smgimt. ¥trmT&. 
4- t e rt-W-N- (6-[2-(fh7tK 
ntT^ xh*:>] -5- (2-^ 

h^ri/7xy^fy) -2->^*/PX;U7tt-yueU^v r > 

-4-^f/H ^>"tf>-x;^>r 5 H (##fU2- 

(2) 5 0 0mg£Jo;c. SafcT 1 8«pH 

m ; ^oo^/ua : siixf/p= i:D vmrntx. 

4- t e rt-yf/l/-N- { 2- ( 

h^r>-) -5- (2->Ky7i^>') -6- [2 

- (fh7tHnb:^y-2-^yWy) xh*$/] 

<v-bfvx;^yr5 H4 4 

0. 5mg&jge^7^^ 
E S I —MS (m/z ) : 6 18 ( M H + ) 
IR(Nujol) : 3600-3050. 1 57 
0,1 460,1 340 cm-i . 
[0095] (2)* D D B42 5mg, tert-^fil/ 
y'7x-;l/y'J/l'^P l JH2 08mg > 4-x>-f-7PT 
SyeiJS/>3. 42mg2M/HJXf^r$>'83. 
6 m g <D»fLX fl/y3ml SSK^Sa (CT 1 8 B#Hfil 

Sate-X^y— 7P5m 1 SlXxb^t KQ77V 
5ml»L, p-h^xy^yllOOmgS- 
SniSateT 1 «pH8B*-r& o h 'J * AT+ 

BBxf-;utTaaj-r&. sat 

B*U ^i/^y/^7A^D7h/77^- 
(SffiStt; n-^^y: B»Xf-/U=2 : 1-1 : 
1) XWMLX. 4-tert-^-N- [2- 
( 2 - t e r t-7W7x^y'J/WyXh^r 
-6- -5- ( 2 

/^yr$ H548mg^gfeMSli: LTft&o 
ESI-MS(m/z) : 772 (MHM 
IR(Neat) : 36 00-3 1 00, 1 58 
0,1460,1430,1350 cnr* . 
C0096] (3) Wp240. 7mg^f h7th'D 
7^5mU«KC«HfctH;W (6 0%MS) 
37. 4mg£fln;c. SaiCT 1 SjfflMfff*. 
X\ 5-7'o : E-2-^PDe i J^'y90. 4mg£ 

v^mmziwi. m$tm-Mzxtih&-th. b»x-^ 

fflyU^yMWDVh^?^ - (IM; n- 
: »18xf^=3 : 2 ) TtSRLT. N- { 6 

- [2 - (5-7 r o^h , y^yy-2->f;Wy) X 
H*>0 -2- (2-ter t-/f;^'7xx;^'J 

Patent provided by S ugh rue 



s^^—fjH -4 - 1 e rt-rf;Kyf 

^^*>7S HI 3 2. 4mgJSfeiil«fttLTft 

ESI-MS(m/z) : 929 (MH + ) 4 
[00 97] (4)#,ft8 2. 9mg^f h7tKo7 
7>3m 1 mmzl . 0Mfh7/Wy : tX')A7 
/^'JK-f b7tHD77>M0. 0 9ml£jD 

EES**"*. aHESrn-^lfVTJOaLT. n- 
{6- [2 - ( 5-7a*:*:V$iSy-2-'(JU** 

x)xh*^] -2- (2-th'nJfi/Xh^y) -5 

- ( 2-^ Ky7xy^i/) tf'J 

-4- t e r t -/f;Ky-fe'yx;^yr$ H4 9m 

gSrte&fcl/a** (»6*fc:ie»> . 
[00 983 «3tW2 6 

( 1 ) ^ h i/ ^ f ;U^^r i/^ f ^ h 'J 7'f X 6 5 
5mg<?)f h7th'D77ySS6mlt:l. 63M 
n-WJf>A-n-MtyWl. 0 9m 1 £ 

-7 8*acr?rrt& < > raafc^jHSttPflL 4-te 

rt-yf/HN- [6- (2-th'n^fyXh3fi/) 
-5- (2->b^x7x^y) -2-^/UX;U* 

x/utr'j * 5/>--4--f;u] ^y-fe'v^yr^ H 

(##f^!2- ( 1 ) 200mg(7)fh7tK 
u^^y?§?g2m 1 ZKvtA 04H»W&. RJKB*:* 

?on*/Uix : *?S-)V = 100: 1—5 0 : 

1 ) tWIU 4-te rt-^f/U-N- [6 - (2 
-th'n^fyXh^y) -2-> H^i^^M"*^ 
fvU- 5 - (2-^h^y7xy^ry) f'J$y'y-4 

ESI-MS (m/z) : 546 ( MH + ) 
IR(Nujol) : 3550-3400,320 
0, 1 580, 1 500. 1480, 1430 cnr« 

[0099] ( 2 ) 7[sp a p80mg^b5h Vayyy 

2 m 1 RTfisX ^h)VT^ HT^ HO. 4m! cofflfjjttc* 
•ft-*- hy>A (6 OX^fffl) 1 8mg£fln;l, jfcl* 
^5-7^^-2 -^oofy 5 y>4 2mgS:Jn;c* 

aafcriftGBWF-r*, KWKwwbr^-^A* 

A:*Kx^;U=3 : 1 ) "CWRLT, N- {6 - [2 
5/] - 2-^h^i/^f;W^f^-5 - (2-> 

i, PLLC - http://www.sughrue.com 



(14) 10-226649 



h^y7xy^fi/) tT'J ^i^y-A-^iV) -4-te 
r t - 7^Jis*s>*£ >XJU* y7$K91mg £?S#$3 
Mb ESI-MS(m/z) 70 

6,7 04 (MHM . 

[0 100] (3)tt85mg«^fl/y2ml 

?§fg(c h v 7wd»i iimi . mwtT^m 

-^=3 0 : 1 ) TfUBU SCiKxf;l/-n-^ 
^y*^S^ H H H LT. N- { 6- [2- (5-/D^f 

(2-^h^y7x^y) t'J 5 : Jy 
-4--f /U} -4 - t e r t - /f;Ky-tf V 
T$K2 6mgHS H B B tLTil) (S£6«£Ett) . 
[0101] $Sitfll2 7 

( 1 ) N- [6- { 2 - ( 5-mifUS^y-2- 
-f/W^S') xh^y) -5 - (2--X h^7i/=5f 
>-) ~2-^^/UX;P^-;i,t , U5> ? >'-4-^;U] - 

1- (6) OSWtt) 3 0 0mg. th'JW7yH9 
2mg25.l/^^*;UAT ^ K2m 1 «^8 0t 
tcTl^raSPS^^^. *£Jn;c. »»x*-/U 

uufrjUA, : »»xf-;U=2 : 1 ) X'WMLZ , N- 
[ 2-T£/K-6 - { 2- ( 5-yn^f'J^'y-2 
--f/M-*^) Ih^fy) -5 - (2-* h^fi/7xy 



& 
m 
# 


N^N 
R 1 




-R 1 




25 


-o^ OH 


m.p. : 73.5-77 "C 


26 


-CH 2 OH 


m.p. :161-162 , C 


27 


— N H 2 


m.p. :197-198.5X: 



^'yx;^>75K3 2 3. 3mg^M»fi:L 

■as*. 

ESI-MS(mA) 673 (MH + ) 

IR(Nujol) 34 0 0-280 0.2 14 

0, 1680, 1 600-1 560, 1 500, 146 
0 cm -1 

[0102] (2) 2fs:p a p293. 3mg. h'j7x-^ 
*X7>f>'127. 1 mgRlfrhyt HP77>2m 

^:BBxf;>=2: 1 ) Tf&SILT, h'j7x-^ 
X7^ W+JP*3 17. 5mg£f#&. #p a a 2 7 5mg 
F7t H077y2m 1 ?§?S^P- b/UXVX/U* 
>»1 7mg£2jn;L. SfflfciT 1 2*$m&tth* SW 

*y/i«li;D7h/77^ (BBRStt; BWxf- 
/U: n-^^>=3 : 2) TttKLT* N- [2-T 
$y-6- {2- ( §zsy-2-4fr* 
*5/) Xh^} - 5- ( 2-> Ky7xy^ry) f 
U 5^V-4-^f^] -4- t e r t -T^/l^y-feV 
X/^y75h'121. 6mg^ H 0 B i:lT#l) (^6 

[0 103] 
[*6] 



[0 104] XBSIH2 8 
• ( 1 ) N- [6- (2-^yi//^yXh^y) -5 

5 z Jy- 4-A )V] -4-te rt-rf/K>"b'yx 

^yr^H <##«3- (6) 3oomg 

W2-7$/x^y-;l,4m 1 ^fiffiS: 1 2 0°CtCT 

Patent provided by Sughrue 



0:1) Ttt«U Mfc-f yrobVUX-^/U-n-^ 
4Mf>*4>IS#MfcLT* N- [6- (2-^yi^M"* 

i, PLLC - http://www.sughrue.com 



(15) 



*HSPF1 0-2 26649 



yXh^y) -2- (2-tKD^>/Xf;l,7^) - 
5- ( 4-^f-/U7x-vU) try ^y-4-^/U] - 
4- t e rt-/f/Ky-t>^yra K2 6 0m 
g LTt#£. 
m. p. 1 24-1 26°C * 
[0 10 5] (2)W IJ 24 5mgWyth'Dt:7>' 
0. 1 m 1 ?-Uy 4 m 1 1 0-^>7r 

-x;l^yK4mg«:Jiii. Mffi£T6B^Jtl#Lrtr. 

ifci£xfvUJI£&^ IBMfflL imtrmSS^h • H 

ft«X?^ : n -^^V= 1:10-1:3) Tft« 
LT, N- {6- -2 

- [2- (f h7tKne7y-2-^f/Wy) xf 
/ur^y] -5- (4-^f;i/7x^) try 5 Vv- 

-4-t e r t-yfM^^Wtyr 
5 H2 34mzi*?y*)l>b LX'&h. 
ESI-MS(m/z) : 67 5 (MH + ) 
IR (Nu j o 1 ) : 1460, 1 380, 1 0 
8 0 cm" 1 . 

[0106] (3)*p D p22 0mg, A'^^A-SS 
150mg, ^^y-/Mm 1 &tf-r h^b h'D77> 
2ml^flJSS:**S?H«T. 1- 5 B$f£ft£M^(ctt 

4-tert-^-N- {6 

- (2-tKD^ri/Xh^y) -2- [2- (fh7t 

Kpf7y-2-{/^y) x^/ur^y] -5- 
(4-^Wxx;n try ^y-4-^OH <y-tf 

yx/U*>-T$ K 1 67mg^H. 
m. p . : 113-1161C . 
[0107] (4) ^(fpl 54mg. fh7tKP77 
y 5 m 1 RXfzs* f-^T-fe h7$H3ml ^ffliKtCTk* 
fkth'JW(60%Mi) 6 3mgS:llDi5^iaa 
<JC^T\ 5-7n^-2-^nne«J$y>l 
4 2mg£jDx_. SffltCT 1 9BMHBM-&. WCTV 

x*/UJB£ifej* % ttfttft* »«6«EB*-*"&. 
^'J^^7^^n7h/77^ (»atS8ME; ?o 
Q*/^A : iiXf;P=4 0:1) TfOffifc* $^»Cn 
-^*1fy*fcttlWfcLT* N- {6- [2- (5-y 
Dte'J$yy-2-^;^y) xhdfy] -2- 
[2- (fN7t h'nt7y-2->f/Wy) x^;U 

r^y ] -5- (4-^Wx- no try s^'y-4 

- -f /U } -4-tert 7^/t^yHf 5 K 
14 lmg^H, 

m. p. 65-69°C . 

[0108] ( 5 ) *fal 2 4mg*XX*y-;U5m 1 

S2ml SrJn*.. SffltwT2ftiaRJiBS*4. tKRV 

Patent provided by Sughruo 



D?h/77^- (SajjgJfc: ?00*yUA :BKxf- 
/^10: 1-2:1) S^I^fl^^- 
-fy^obr/UX— 5r/^^tt*ftLT, N- [6- {2 

i") -2- (2-tKD^ryXf^7^) -5- (4 
-^f^7xx;l.) tfij S^y-4— f/U] -4-te 
r t-^f-iKy-lfyX/^yrS H9 lmg^ah 
LT»* <SS7*MEtt> * 
[0 109] 833012 9 

(1) 4-tert-7 r f;P-N- {5 - (2->h* 
y7x^y) -6- [2- <<r h 5 b H n t^ y- 2 

--f/M-*^) xh^y] -2->^J*;u*x;utry 

Si/>-4->f/H^-fe'y^y75h' (###J2 
- (2) <7)@6^?J) 5 0 0mg. y7y«'J^l 5 
3mgMy^f^;^7$ H5m 1 ^OfflJR* 1 2 0 

f£«SL »MES:S*Lr. 4-tert-/f 
/U-N- { 2-y7y-6- [2- (fb7tKnf7 
y-2 — OU**^) xh^y] -5- {2-*Y*i/ 
7x^y) try Si/y-4— < ^y-tfyx/i^y 

T$ F4 2 5mg$-|S H 0 a atfU, 
[0110] (2) Wp392mg^^y-/U5ml 

S»£p- h/^xyx/u*y&i 3mg£fln*_. ^Sfc: 
T2B$KIKJ5S'£6. RJ6»fc*T«MU Mftx^/I/ 

JBE®*LT. 4-te rt-/f/l/-N- { 2-y77 
-6- ( 2 -b Fo^yXN^y) -5~ (2->K 

y7xy^y) try ^-jy-A-^)V) ^>^£yx)V^ 

V7$ H2 94mg«:?att«rtfi: ITII^. 
[0111] (3)*p a n 266mg,fh7tFD77 
y3m \Rtfis-X^JUT*hT$ K0. 5ml^)fiitt: 
h'JW(6 OKttBffl) 5 4 m g £Jai. 1 0 
^IWHWft. 5-m-2-;oot'J$ 

yynimg zMt . m&Litzx i mtatm-tz . 
ry*-*A*£T«yiLfcf;£. stKx^^T'^ttjf 

&o S«x*/WB«:ifc» . 398?*, 

SS^y^y;^7A^D7F/77^ - (8* 
j§« : ?un*;UA : »Rx?vU = 10:*1) T*« 
flL Sfe^B»x^7U-n-^^VT«!SLT. N- 
{6 - [2 - (B-T^o^t:'; 5 isy-2-4)V** 
y)XKy] - 2 -y77-5 - (2-^ h^S^x 
y^rv-) b'U 5£/y-4--f;U} -4-te rt-^f 
/Ky-b>^y7$ K206mg^ v *i: LT*# 

[0112] (4) Wal88mg. 7y^bU7'f^ 
XX 1 8 2 m g&tf h ;Uxy 3 m I <50*g?££ 2 3 ffftSIAD 
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-^=4 0 : 1-1 0 : 1 ) TfSSSLT. N- { 6- 
[2- ( 5-/o^b-'J ^i»-1-4)V**is) Xh 
-5- (2-^h^y7x^y) -2- (5- 
xh^yyyu) try 4 -4-t e r t 



f#& <ft7X£Gtt) 
I R (Nu j o 1 ) 

0, 1460cm- 1 . 
[0113] 
[«7] 



3350, 3 1 90, 1 57 



m 

m 

# 


i 

(CH 3 )jC-@- SOj-NH^ 
N 


$c° N 

R 1 


-R 1 


SB 


Q 




28 








m.p. :163-164X; 


29 


N-N 


Q- 

OMe 


0 


ESI - MS (m/z) : 
698,696 (MH + ) 



[0114] 1 

(1) (2-^h^y7x/^y)7DylyXf;H 
0. 0g^L^>f^4. 04g^^-;H00m 

i mmtektistmT. 28xthyw^Hs/K--?< 

*y-/i/«K£l 7. 0 7 g£ 3 0t>I§@SLT$&TL. Jg 

7j<2 0 0m 1 Zt>\,Z3i*7i\L*^-}\s3. 30ml 

£Ja;i&o I^K3TOM, RJE«fc:i0%«& 

a. <6«UT. 4, 6-S^b Kn^fx-5- (2-^h 

^y7x;^/) -2-*^/i^#try $yys. 90 

g£t#£, m. p. : 206-2 1 0'C . 
[0115] ( 2 ) *p D p3 . OOg, $Sx.+jUT- 'J V 
5 m 1 ftV**^Wfcy ^ 1 5 m 1 cnm&to* 2^HSn 

S-fbtT. 4, 6-y70D-5- (2-^Ki/7x 

-2-^^y^5fey $i;>2. 67g£t# 

m. p . : 1 4 8- 1 4 9. 5°C o 
[0 116] (3)*« D pl. 0 g^i/7f;U^^y 
KlOml JSfflftl. 4 - t e r t -7f /Ky-b>X/L^ 

^yr^KTOSmgWS^'JWi. 3ig£fia 
i7 0X:T2«Ha«¥-*-*. rje««»S:**» 

■*-*. aasa«ra». ^»»«£s*u astray 

/PA : 8Kxf;l,= 2 0 : 1 ) TttHSL 3*>fc. R» 
x^;U- n LT. 4-tert- 

y-^/U-N- [6-700-5- (2-^h^7x7 
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y^yr^Hi. Hg^hlttli.. 

m. p. : 1 23-124t . 
[0 117] (4)XfI/y/ij3-;HlmlC** 
fttMIW (6 0%MI) 4 4 lmg£Jn;L. «ifi 
»T». «1. 0 9g»^, 80°CtCTlB#ISL 

wc. i o oictcTs^fiajifflft'r*. RKa-^tt 

&. M&mZVtft. KttSL «««:9*L. SHE^y 
^^7A^n7b/77-f- (ifiiJS«:ir«xf 
;P : n-^s^y- 1:2) T»»f*. SSxf/Hn 
-^ty*^M 8 0 H lT, 4-tert-W-N 
- [6- (2-tHD^fyXb^y) -5- (2-*h 
^7x/^y) -2-^f^f'J$y>-4-^ 

/u] F866mg^, 

m. p. : 1 39-140. 5°C • 
[0 118] (5)*n n nl5. Og^f h7th'D77 
yi 50m l^lX^^PT-fehT^ Fl 5m 
£**ft-)- MJ (60%#»M) 3 : 4 6g^>L 
-fofln;c. 1 04MWW-T*. 5-7-0^-2 
-^DOt 4 ^yV8. 3 6 g£2JD;L. M^tcr li^SI 

itz'&. mk^Mzxmfrth. mm^+ji'mzift 

n-Mt^^S^U, N-{6»[2-(5- 
/ntf'J=yy-2->f;Wy) xKy]-5- 
(2-^b^y7x/= 3 ry) - 2 -*f-A^:*try $ ^ 
>-4->f;U} -4-tert - 7f -tV 

yr^'i 6. 4 2g£»*. 

m. p. : 1 1 7-1 2 1*C . 
[0 119] (6)M16. 2 4g^on^Al 
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60m lgS^m-^DDiiSlfl (85. 4%H 
S) 10. 6 7gSr*#TlU;t. O^CTI^H, 

o7h^77^- (JgUiiffiK: ?ou*yUA : g£Kx?- 
^=20: 1-3:1) TWRLT. N- [6- { 2- 

-5- (2->W7x/^ry) -2->f7k*;U* 
$^V-4--f^] -4- t e rt-^fyK 

y^yxju^yr^v 13. 45 gZ$?*jutLX% 

FAB-MS(m/z) 710, 708 (M 

H* ) 

IR (Nujol) : 3170 cm"» . 
CO 1 20] ###12 

( 1 ) (4) Ti#4>*U> 4-tert-/ 

^-N- [6- ( 2-b Fo^ryXf^y) - 5 ~ 

(2-^Ky7x;^fy) - 2 -^/Uf-tftTU 
y-4-4)V\ KyJzy*)U*yT$ H 1 2. 4 6g£ 
i - ( 6 ) i: mmizm - ^nna^&fi 1 0 . 

6 6gTSHbLT. 4-te rt-7f^-N- [6- 
(2-bFn^ryXh3ry) -5- (2-^Ky7x 
y3r>0 -2-*^/PX/U*:i/l,ey$^v-4-4 

FAB-MS(m/z) : 552 (MH + ). 
[0 12 1] (2)*p a 0 l. OOg&tf^hFot: 
3 5 0. 8mg^^fl/y20mlIIC10-^ 
y7r-^yi2 lmgSrSai.. £fflfc:T2B$ia« 

mm^&t^^uy-mm^^hn^Btx. 

4-tert-/f;P-N- {6- [2 - (f h7tH 
Dt7y-2->f/Wi/) Xh^y] -5- ( 2 
f^^xy*^) - 2 ^^^^;Utr U 5 £/V 
-4-^f/U} O-Hfy^U^VT^ H790mg^g B a H 

m. p. : 225-227. 5"C . 
[0 122] ###J3 

(l)f^8*13. 6 9g^^y-/H5 0mlig 
SCC 2 8%th'J ^ h*i»V-X7y -;W8» 3 
4. 7 0sSr6 0*acTSai.. JglC (4->Wx- 
/U) 7oyIyXf/P3 2. 6 2g^f5]^tCT^D^. R 

7mTW:TKft(pH = 1 ) t-r*. «US^4eA 
£WXU Bttfrftfr* SSMLT. 4, 

y-2-wrh-5- M-^/i^ai^n') ey 

^>12. 5 3g^ B ^UfH. m. p. 
: 290-292'C (4MB) . 
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[0123] (2)*p a pl2. 5g.^^U»7A7. 
3 7 g^x^f yU^^y K 6 5ml ISltH 'XtX 
^/U3. 3 2 m 1 SrgfifcT 1 O^SUTSSTf*. 

SaSLT, 4, 6-yhKo^fy-5- 
(4-^^U^x^U) -2-*+lV+*W msyi 

0. 5 6g£i£ H E H £:L*a#&. m. p. : 2 2 
6*C- (4M») . 

[0 1 243 (3)*p d p10. 5 6g£##0!l- 
(2) tra*k:«HLT, 4, 6-y7DD-5- (4 

-^f/P7xX/l/) -2-^f;Wt'J$yy6. 4 

5g^ B B B tLtil> e 

m. p. : 74. 0-78. 0°C . 
[0125] ( 4 ) *« a o6 . 4 5 g&tX4 -tert- 

y^u^y^yx^yr^ K£###J1 - ( 3 ) hi*! 

^W^LT. 4-tert-7f/HN- [6-?Q 

o-5- (4»^f^7x-/P) 

^S/v-4 — f;H ^y-tfy^u^yr^ F7. 31 g 

m. p. : 1 78- 1 8 2°C . 
[0126] (5) *Stfl^hU?A (60%*SJtS) 

1. 2 1 gOf h7t Hn7^y60m lSiS»C2- 
^>-^;^^^x^y-;U2. 5 8 m 1 £ 1 OttHSrS 

ttl5. 2g£jDi.. 5 0°C^T4^Jn^}g#*t 

aw*. ttaj»**«L swie«:«*lh**^ 

^^7A^D7h^77>f- (*ai*«; n-^ 
**t> : »&XfvU= 3 0: 1-10: 1 ) TttSSL 
n-^t^^^BftlT. N- [6 - (2-^.V^ 
;^^xh^y) -5 - (4->^/U^xX;U) -2 
-X+)lrf-*W $¥y-4-4 -4-tert- 
/fyK^V^^T^h^. 12g£f#& 0 
m. p. : 115-116'C . 

[0 127] (6)^p a p2. 10gm«l-(6) 
fcH«£m-?oojfi£,&SKl • 8 4g"CBMfcLT. 
N- [6- (2-^yy/WyXhdfy) -5- (4 
-^f/l^7x^) -2-*f7PX;U3fc— ;Ut:»J 
-4--OU] -4 - 1 e rt-7f;Kyt>x;u*y 
TSK2. 15gt»*tLT»6. 
m. p. : 1 29-1 3 0°C . 

[0 128] 
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(18) 

ftttlPRi, 1M ?o*s|?y v«» ^ KflHMfc (1)11 . BMtefti: LTffi 

»stt. <bmaL m-che. ^raa*. wwr aw-**** 



<51>Int.Cl.« SBSflK* 
A6 1K 31/505 AC B 

AC D 
AC L 
AC V 
AD P 
ADU 
AGZ 

// C 0 7 D 239/46 
239/52 

401/14 2 3 9 

403/14 2 3 9 

<72>»J» fflff WFF 

*«5S*sni»*Br 4Ti i8o#te i ^ 



F I 

A6 1K 31/505 AC B 

AC D 
ACL 
ACV 
AD P 
ADU 
AGZ 

C 0 7 D 239/46 
239/52 

401/14 2 3 9 

403/14 2 3 9 
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